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(57) Abstract 

Drugs containig as the active ingredient 
aminoalkylindazole derivatives represented by 
general formula (I) or pharmaceutically 
acceptable salts thereof, which have high 
affinity and selectivity to S-HTj^ receptors and 
are useful in treating central nervous system 
diseases such as sexual disorders, genital 
insufficiency, appetite regulation disorders, 
anxiety, depression, and sleep disorders, 
wherein each symbol has the following 
meaning: A represents optionally substituted, 
linear or branched C« alkylene or cycloalkane; R' and are the same or different and each represents hydrogen or lower alkyl. or R' 
and R^ may form together w|th A a nitrogen-containing saturated heterocycle; and and R^ are the same or different 7nd each 
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>^v-;U- 1 xf-;l/l . 4 3 g^^»/co 

mm29 

->TWk:H hij»>AO. 3 3 g^i?yf-;U;i-^;UAT$ Kl 5ml {CMU Ctlfr 
2- (5 -7;L/yj-p- 1 H-^ >^-y-;t/- 1 - ^ ju) juf- ji q . 
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if-;UO. 9 0 g^v^y f-;P;^;l/AT^ Kl 5m UC^^U Ctl^ZT 'Mt-^ V ^ 
AO. 6 4 g»^7 0«C(rTl 7«fi^l^'U/Co SfS^^?^^. y^^r^m^ 
-■ r;Ufttt}LfCo «:ti^Jc-Ci5fe^L. MMv^-^fsv^ AT|£ 

uuz, mmmk^^s mm^irmm^u i- (2-T-:^K7"pt:;i/) -5-7 

D - 1 H- ^ >y V'-yl/ 0 . 6 3 g ^Wzo 
m-m4 4 : (S) -1- -5-yjUta-lH-4>yV 
0^m4 5 : (R) -1- (2-Tv^K:/Dt°;U) - 5 - 7;i/7|-p - 1 //--f >yy 
##IJ'|J46: (S) -1- (2-T>'K^Dt:» - 6 -7;U7hP - 1 H-^ >^V' 
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###>j4 7 : (S) - 1 - (2 -Tv^ K7°D t°;b) - 6 i h-^T 

##«»J4 8 : (S) -1- (2-Tv^K:/ot'";U) - 6 h^->- 1 H->r >y7 

##^?ij4 9 : 1 - ( 2 -y Ki/i:^ uKy^-jv) - 6 - 7^1^;^ p - 1 i/--r >yv- 

^m5 0 : 1- (2-7i^K-3-7;U^P7°Dlf;U) - 6 -y JUta- 1 H--( 

#%^j5 2 : (S) - 1 - HVd W - h^^i/- 7 hp- 

1 H--r >^V-JU 

^■^ms 3 : (S) -1 - (2 -T-:^ K^pfyU) - 7 -':7ua-6-/ h + v- 

1 //->r >^v"-;u 

###|J5 4 : (S) - 1 - (2 -Ti^ HVphVU) - 7-7'p*- 6 h4^'>- 
1 //--f >yv'-;U 

2- (5-^hP-lH-'r>;5^y-;L/-l-^';U)xf-;UTi>0. 8 3g®l. 
4--:^^^1f> (8 Om 1 ) mmiZ. 'Jm^ i^- t e r t-y^jUO. 9 7 g^^JO 
A.. 8 0°CT4«mJ4--L/Co S««^^T»L/c^s 7j<{C^,(t. «jLf-;u 

:i!LfCo «<£-ME^*iSU 1. Idg^mzo Z(D1. 1 6 g^x h^h Kp7-7 

> (5 Om 1 ) (c^ifu ztiizi im^m^T. 5 

tl^)\^ij'7U^\^^Vyz>y A - (^«: ^DP^s;l/A/y ^ 1 Q 0/3) 
TMb. [2- l//-^>^-V-;U- ^;P/<^ 

>ir t e r i -rf-yl/iX-ryUO. 8 1 g^#7to 
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0 m 1 fcM^-ti-, ::n{rj^YbT;Ui A o . 9 7 g^->mTmA i 5 MMW L 
/Co (4-yjuta-iH--( 1 - ^ ;U) j-t h - h U 

. 2 8 g cDr 1^ 7 t K P 7 5 >?^i«[S (5ml) ^7j<^TirJX.^^,^.T 2 llflM^ L 
7to ^y-;l/;&/jn;i-i§fiJ®txl;ii^-^Vj^ JiitC, yKO. 5m i , 1 5 %7jc 

i?Yb:H h ij A7K?#^ 0. SmJwKl. 5m] ^mmu^ 1 ll^f^W L/Co 

^^ma^'ty^ mm^mm^. m^tifcmm^->vti^'jutiyA 

^'O-^V^'^y-y 'i- (^^M : D D ^ J -jU/maT T7j< = 1 0 

/I/O. DTWU 2- (4-7;i/7rD-iH-'i'>^V-;b-l-^;i/) X 
^;i/T i>0. 5 6 g ^t#/co t# bti/c 2 - ( 4 - 7;!^^ p - 1 H- 7-;u- 

mmm2 

7j<7ml, m^f^7m\-fy^^Si^?,mi^^iti~yjl:ta-2, 5 - 'J / ^JlT-^) 
> 3. . 5 0 g^JP;i. 7mr. 7jcl m l (C^f^U/cMi!:^ h U -^^A 1 . 9 0 g^y^T 
LlM»UCo ^^#><&M{rj;^m^/c^, 7mr. 7K5m 1 «r^j!j?U/c7 
Ib^ '^lli^:^ h'}^^3. 86g jD;i 3 0 ^» LfCo ^fe l;/cc«#J*» 

UIJEI^^U/Co 'i^-^tltcy y<tt^ymMi&^^ aut^JlAd Om 1 {C^l?iL^ cn 
(r, T;U3>^gftT> ^fStrTl 8-^^'>> e-J^-x^bO. 1 3g. ftM:^U 
^ A 2 . 1 1 g ^Jl|M»^ /Co ^y^T 1 RfFsm^^ i+ixj5S^?t^>4'©;T^M<£-Mii{w J; 
«9l^l^/c^. «it?^<&7XT1$fe^L»5i^ViJ^-;^->'>AT'iaiL/Co ^ji^*^. M 

^U5-7;U;rp-6-y^;u- IH— r>yy-7i/0. 3 6g^#/c<, TAzfyM 
htr. 7mJti' h U 7 A 0 . 14 g^^+-9->TW -y ^ ^;l/^;[/AT i K 1 0 
m 1 ^Jpx./Co CtlfC, 7ic^Ts 5^;Uji^7l/A7 $ Kim 1 't'(-^^[^/;5-7;l. 
^P-6-^5^7l/-lif-^>yy-;l/0. 3 6g^^^(rta;t. 3 O^M^L/Co 
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■7V^^y^- cmm^ : ^^-9- >/»^f->'u= 5 ) -cmm u ( s - ^^u^p - e 
-^f-;t/- 1 //--r >yv-;i/- 1 --r;i/) 74? h-^ h ij;i/o. o 8 g^^ii^mwt 

Lxn-tzo TJl^o'ymkT. ,7Ki|{b 'J ^^•'^ A7;b i ^'t; a 0 . 0 3 g^x h ^ t Kd 
7 7 > 5 m 1 {CM^-ti:. ^mO^^tTJl^ 1 2 g ^7K^Tinj;i 1 5 ^fdj 

»L/co COSiMir. (5-7;U;t-p-6-y^;L/-iH--i'>yy-;U-l- 
-r^U) T-kh^hU;UO. 0 8 g©7^h7t KP75>®iiS (5m I ) ^7mTlM^ 
^UT 1 m^i^Uzo S«fry ^ y -;l/^JP;i»®MII^:9-t?L. 4 0% 
7K^'fk^ h U AtK^?^ 10ml ^if/[I;i^ n p^h7bATfit||±i L/Co tJiir^i 

-f - (^li^ : i7 p p.-^;l/A/> rJ' y -JiyXmT >^-j^T7K= 10/1/0. 1 ) 
Ti^^U 2- (5-7;l/;rp-6-yf-;U- 1 H— r^i/y-yu- 1 — f;U) 
^UT^^O. 0 7 g^lffco #t>n/c2- (5-7;b;tP-6-yf-;l/- 1 > 

jmm^M^^^ [^tz'^^fi^mm. msMM u 2 - ( 5 - yju^t p - e - > i-ju- 1 

mmi4 : 2 - (4, 5 - i^yjl^tu - 1 H-^ yyV-Jl'- 1 JU) i^;l/7 $ 

(4. 5->?7;U5j-p-lH--f >yy-;U-l-^yU) 7-fe |--h'J;l/ 
^#|J5 : 2- (5-7;U;tP-4 -yf-yU- 1 H--i'>^'y-;l/- 1 — {JU) J^f- 

W.^: (5-7;U;tP-4-yf-;u-iH--r>^V-;u-l--i';i/) 7-(?h^h 
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: 2 - (6-— hu-lH--^ l-y(JU) i^;U7 i >tg»® 

( 6 h o - 1 H-^y:$^V-Jl- l-^M T-i? N 'j ;i/ 
mmi : 2 - ( 5 --i^ h n- 1 H— < 1 x^;l/7 $ yimm. 

( 5-^ l-D - 1 H-^ yy-f-jV- 1 --f;l/) T-t I- jr. ^ iJ;U 
: 2 - >^"y-;b- 1 - i-7^;l/7 $ yi^mit 

)WM : C5-^]JU-1H-^ yyv-ju- 1 - -f;U) 7-tr h ij ;!/ 

: 2 - ( 5 -ya^- 1 H-^ >yy_;u_ i -.f ;U) jl^j\,t i yimm. 

(s-^D^- 1 H-'i' >^y-;u- 1 --r;i/) 7-1? h-> VJl^ 

l^J 1 0 : 2 - ( 5 - 3- F- 1 H-^ >^'V-_;[,_ 1 sc^juj i yl^^ 

/gfiF : ( 5 - 3 - K- 1 H — r y^V-Jl^- 1 --f yl/) 7-fe h— h 'J ;l/ 
l^i^Jl 1:2 - (5-7*D^r-6-7;l/;i-D- 1 H--I'>yy-;U- 1 -'f'^b) 

12 : 2 - ( 5 h^i/- 1 lyyy'-ju- 1 x^;l.7 i >Jg 

: (5 h^iy- 1 ff— r i -^jU) 7-t? 1-^ h U ;U 

^JSi«^J 1 3 : 2 - ( 5 - ^ 1 f >i5^y-;l/- 1 —r.;!/) a:.f-;l/7 ? 

: ( 5 1 H--r yV'/-Ji- 1 — Yyu) 7-ir h~ h 'j ;u 

1 4 : 2 - ( 5 -7'f-;U- 1 H--( yVv'-JU- 1 )V) :r.^)]yT I 



(5-7'f-;l/- lif--r>j5^y-;t/- 1 --r;U) T-\zV—V^))\^ 
5 : 2 - (5, 6 -i^i^DP- 1 H-^r >yy-;U- 1 --r^U) i^;l/7 $ 

M: (5, &-'J^uu-\ H-^yyy'-jl-\-^)\,) r^zV-V^))\y 
Hlfi^Jl 6:2 - (5-^DD-6-7;l/;i-p-I//--i'>^y-;l/-l-.f';U) jc 
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CTi?!] 17:2-(4-^oo-5 - 7;U;r D - 1 //--T >y V-;L/- jl 

^JfiiMl 8:2- C6-:}'PP-5-7;U:tD-l/f--f'>^"7'->'l/- 1 --f;!/) i 

WPr: (6-^PP-5-7;l/;rP-lii'-'r>^y'-;U-l --Tv'W 
Idi^?!]! 9:2- (6-7*P^-5--7;U:tP- lf/-^>^y-;U- 1 

: (6 -7*Pt- 5 -7;t/;?i-p- 1 H-^ yyV-jl- 1 --r;U) T-k h-n h 
0 : 2 - (5, 6 - v?7;U4-p- 1 H-^ y^V-JV- 1 —OV) x.=f-)lT 

ly^mm. 

WM: (5, 6-v?7;b:tP-lf/— r>^y-;U-l--r;U) T-feh-hU;U 
I^M/iJ 2 1 : 3 - ( 5 - 7;l/;t p - 1 H- >y V-;L/- 1 --T^U) 7"p t°;b7 i > 

: 3 - ( 5 - 7;U;^P- 1 H-^ yy^/-)\y- -fa fpf^ h ^) )l 

mm2 2 : 2 - (6-> V^'y- 1 H-^T 1 -^jV) x.i-jU7i > 

J!i*4 : (6-/ h^y- 1 //--r >r/y-;u- 1 --r;t/) r-t h— h u ;i/ 

«^iJ2 3:2 - 1 H --T >^'"V-;i/- 1 --r^l/) -2-p<f-;l/ 

mm-. 2- (6-7;U;tP- 1 H-^ y^'V-jly- ynh'Ti-sLh^JjU 
^Mm2 4:2 - (7— 7'Pt- 6-^ h + ->- 1 H-^ y^^-jl^- 1 --T^U) 
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if-;i/T^> 0. sy^jmm 

mmm 2 5 

fCj:*) 2-(6. 7--:^i>PP - 1 H-^ i -^;U)i5^;U7 = > Q. 

^WJ2 6 

1 -7'p^Ji^;u- 5 -7;b^P- 1 H-'i' >^'"y-;uo. 4 0 g^•::^^f•;^^^;^ 
A7i Kl Om 1 fr^li^U cn{CTv^'fb:'-h'J'7A0. 3 2 g <£:Jp;i 8 0 "CT 2 Bf 

mm^ •> y;u:^; ^a^p^h^j^'^t^ - c^jsi^ : ^+-tf- 

;U= 3 / 1 ) T» LI- ( 2 - T Kj^5^7U) - 5 - yjl^t p - l H- ^ >^'V- 

0 8 g<&-r h^t KP7^>5m 1 CtKCl - ( 2 - T K^f-^U) - 

5 -•7;l/;tP- 1 H—r ^^y-;!/©-?" t Kp75 >M (1ml) ^^^STJn 

^^mU M(r. tK 0 . 0 8ml, 15 %7m<ti- h U AyK^?^ 0 . 0 8 m 1 . 7K 

p;^;I/A/y^y-;^/^^7>^-77k= 1 0/1/0. 1) TffiMU 2- (5 

- 771'^ P - 1 H-^ >W-JU- JL^jUr i >^#^Co n^tlfz 2 - ( 5 

- 7;l/;f p - 1 f >y 1 - ^ a:.f-;L/T ^ y 

ZtliZ 4 N^m@i:fcf-;b«^Jnx.^fe LfctSnli^M^, ?gcEM L 2 - (5-7 
;l/:tP- 1 H-^>yy-;U- 1 ->r;U) ^^JUTi>mm^O. O 4 g<^#yi:o 
««^|J2 7 

7;U:::r>^il^T> 7KmU^'>A7>'Ui^'^A0. 2 1 g<£-r h5 1 Kp7^ > 
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. 1 H- ^ >y y-;U0x h 5 h Kp 7 5 >mm (5ml) <£-gSTAP;i 1 ^mj^ L 
7j<0. 2 1 m K 15 %7m^ti- h V^AymmO. 2 1 m K 7j<0. 6 3 m ) 

n^ntzfm.^ u ti V)\/t) ^ a ^ p v h 7 ^ - mwi -.^^u t^jui./ / ^ 

y-;u=9/i)TMU 2- C5-yjutu-iH--^>^V~ju-i--fju:) 
- 1 - y f-;l/aLf-;l/T ^ # '=>nfc 2 - ( 5 - yjVpt p - 1 H- -f V- 

cn{l4 NJ^m«-:i^^7UM;^Jn;i^t:l;A:^B^B*»^. 2 - ( 5 

-7;l/;tD- 1 H-'f l - l ; Vi^MigO. 

4 8g^#yto 

^#IJ 2 7 i lKia0:tr]fe{w J; «9 X Uli^^J 2 8 *n b 3 0 (D^t^m^Wzo 

mmm2 a : (s) - 2 - (5 -7;u7|-d- 1 h-^ >^'y'-ju- 1 --r/) ~ 1 - 

mn-. (S) -1- (2-T':^K:/Pt'';l/) -5-7Jl^:tn-l H—(>^V-JU 
^flJ2 9 : (R) - 2- (5-7>'l';^P- If/-- f^yy-yU- 1 — r^U) -1- 

WM: (R) - 1 - ( 2 - 7 HVa b°;U) - 5 - 77L'^p - 1 ^ >^-v-;b 
MfiJ3 0 ; (S) - 2 - (6 -7;U;rp- 1 H-4 ^VV-Jl- 1 -^Jl) - 1 - 
y f-;Uif-;i/7 i 

(S) -1- (2-7v^K-/Pt'';U) -6-7;U:rP- 1 //--r^jJ^y-yU 

7iC^'fkU5^'^A7;l/i-'>A0. 0 7 g^T^h^t KP77>5m 1 izmML. 
-)\^i%T. (S) -1- (2 -7-:? K^PtVL/) -6-y h^->- 1 //-^>^V-7l/ 
0. 1 9g©-r h^t KP7 7>«^?iTL/c^. 7;^r^'>#HmT^ ^'iST l 
MMi^L^Co ;Si&^it{ry ^t^T3 0%7Ki?rk:^ ^ 'J '^A7j<^ 

i^gc 0 . 5 m 1 Jpx. ^ ^^T 1 l^faliij^ L /i?^. -I? 5 h •> "i? A ^ Jn 
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fzmff^^mML. y -ji-wm:^^^jm^mmr-m*L (s) - 2- (6-/ 

mm3 2 : (S) -2 - (6 -Oi^JUyt^i/- lH--( y:$^'V-JU- I-^JU) 
- 1 -^f-;l/jc^;UT ^ yy-7J^Mm. 
mm-. (S) -1- (2-Tv>F:/Db» - e -K>i:?jU:i-^'>- 1 H—( 

^mm3 3 : v^yx- 2 - (6 -7;i/;ro- 1 H-^ >yy-;t/- 1 --r;u) -> 

: 1 - ( 2 - T K ■> ^ -Q-yjUyi-a-l H-4 y^'V-ji 

^Mm3 4 : 2 - ( 6 -7;b7f-o- 1 H-^f 1 --r;l/) - 1 

M: 1- (2-Ti?K-3-y h4v/:/'otf;u) -6-yjU7i-\j-lH—(>y 

CS) -2- (5. 6 - D d - 1 H-^T >^'V"-;L/- 1 --f ;U) 

mm-, (s) -1- (2-rv^K:/pt"';u) -5. 6-i^i5'pp-iH--r>y:/ 

IIM3 6 

6, 7-v^^pp-lH-'f >y y-;^;6^ 4 3 SC/««'"iJ 3 1 1 

:^teJ;0 (S) - 2- (6, 7-v^^pp-lH--r>^"V'-;t'-l-^;l/) - 
1 - / f-jUJ:.^jU7 i > 0.57 ^;bi?3^<^#^Co 
lfe5ii^iJ3 7 

y ^ yxjiyt> ym 2- (5-yjl^:i-a-lH-^ yV'/-ji- 1 - ;U) xf-yU 
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U . 2 0 g. >'if-;l/T l>2. 0ml (DM^^^ 1 0 m 1 ©USTW^^tr An^ 

- i^j:.f-jU- 2 - ( 5 - 7;U;r P - 1 H—l- >y V-;l.- 1 ju^-jUT = > 0 . 

1 0 g ^mtzo # t>tl/c N. iV- 2 - ( 5 - 7;l/;r p - 1 if- >y v- 

\:.iz.t^xfu^msm.-. msmik LN, /V- 2 - ( 5 - 7;l/;t p - l 

H-^ yyv'-jv- 1 jLf-juT I >^mmo. 0 6 g^&^mi^t Lxmtzo 
mmm sit mmo:^mizji , mf&m 3 8 ji)M^> 4 o ©y^mj^^/co 

««^J3 8 : 5 -:77l/;J-p- 1 - ( 2 - fcf d ij i^y- l -^^uacf^;!^) - i h->( > 
J^f-7l^SC/t*'piJi^> 

^t^i 3 9:5- yjlTto- 1 - ( 2 - h"^ U 1 -^;i/jcf-;u) - 1 H—T > 

yXJVyt-. >m 2 - ( 5 - yjU^tu- 1 H-^ 1 
4 0 : 2 - (5~yjUyi-a- 1 H--(> VV-jly- I-^JU) -N, N- i^zf 

mn -.jf^ yxjut^ >m 2 - c 5 - 7;u;*-p - 1 r 

- 1 - ^ f-yujif-;usc>*':^7"p f^i/T i > 



T;Ui/>#iamT> -miti- h U A 0 . 1 6 g -l^y ^;P^;bAT $ K 1 5 m I 

- 1 H-4 >VV-JUO. 5 0 g«TU 3 0^F«4^L/Co Mfr. Rmmi^m 
T^ ^^'PPT-fe h U;bO. 2 7m J »;i^fiT'4 WJi^'U^Co SiS^^TK?^ 



^^J4 1 
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^tV^Ol^TJlyi—OAQ. 1 0 g-^-r t Kp77>1 Om UCMS^$■^i•^ Cin 
KmtTJly i^^AO. 3 7 g £Dx |> 7 1 K P 7 ^ >?t^ 5 m 1 ^MA. 3 0 ^^fe^ W 

;U 0 . 4 1 g ®-r h ^ t Kp 7 ^ >M (5ml) 2 Uf PalW U/Co 

m^LfCo Wh^tlfznm^i^ U tiV)\^-h=yU^ pv h ^^^7 ^ - : ^ dp^J^ 

^ / -;u= 9 / 1 ) T'J^lg 2 - ( 5 - 7;U;t p - 1 H- ^ >^y-;U- 
1 ai5";UTi >0. 3 2 g^t#/Co C®2- (5-7;l/;t-p - 1 H-^Oy 

y-;l/- 1 if-;UT$ >0. 3 2 g<^-:;^^ pp> ^ y l Om 1 {CWU C 
0 . 3 0 m 1 . yp t°;r >T;l/-r t K 0 . 15ml <£-Jn;i^S(rT 3 0 M 
L/io ^ ®S«(C7j<i^T h T-fe h + '>7j<||-fb^ '^S-:'- hU-^AO. 75g^ 

2ief-fi»U/co ;^«{r7K*;jrjx.. lijc. i N7j<^Yb:M- >J '>A7jc?§iK<&j!jn 

^PP4^;Pi.Tf|t]ttjU^Co '&^-t^/cMii^faW:^yJ<T»U> 

A^pv h:57"^7-f- :57PPJi^;UA/p':5ry-;u=9/l) -c-5^|gu N 

- [ 2 - (5 -7>'U;!|-P- 1 H-^ yyV-)\y- l-^jV) t'p t°;UT ^ > 

0. Q Q s^mzo m^tlfzN- [2- (5-7;U:tP- IH— r>y^/-7l/- 1 - 

4 Nig^«i^;l/^?^<^ip;i^ b/cMsli^M^. «WLiV- [ 2 - ( 5 - 
77l/:tP- 1 H— r >yy-7U- 1 —f;!/) Ji5^7U] ^PhVl/J i ^Jg^O. 0 5 

mm\^ 2 
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L2- i5-Tiy-lH-^>y^/-jU-l-^jl) tlJW<i>mt e 

r t-y'i-JlJLXT-JVQ. 2 Og^oi^S' 2 0m UC^fl?U Z.tli,t A Uimm 

J b MMali 2 - ( 5 - 7 ^ y - 1 /-/- ^ > ^-y-^U- l - a^f- 

$ 0 . 1 5 g ^#/co 

IIM^iJ 4 3 

[ 2 - (5 $ y - 1 H-^ >y7--;u_ 1 _^;^) Mz^U/s-^ >^ f e 

r f-T-f-yl/iLX-ryl/O. 5 9g<£-h;bJi>3 0ml(C?t»U Ctl{C Kyl.i> 2 m 
1 fr^^JSf L/c«« 0 . 2 0m] ^;jD;t. 7 0 °CT 1 lltf«i|^ L?^Co SiS^-^^ig 

77^- (^^®: h;Pji>/gj£^i^;ix=2/l) T?f®{U [2- (5-T-fef- 

x.x-TJ]yO. 6 4g<£-#/Co ::cD [2- (5 -7-^^JU7 i J - 1 H-^ y:$^'V-JU 
- 1 — r;l^) Jif-^U] tfJW<iymt e r t -y^jUzcxf-JlO . 2 0 g^S^^Jif- 
;l/ 5 m 1 i y 5 m I ©iS-^^Efl^^ L^ d tlfC 4 Nitg^»if-;b?§i^ 1 
Om 1 ^STl 7«»XfCo tfi-tt}L/c^«1,».», /JsffiWU N- 

C 1 - (2 -T ^ yxf-;!/) - 1 H-^>:$^V-JU- 1 r-ir hT ^ Ktg^ii 

0. lOg^n-tZo 

mm\4 4 

6-7;l/7r-p^>i5^-V--;l/<J: (S) - 2 -y ^ >x;l/;J-.x;U;i-4^i/y ^yUt'o "J 

mm(D:^m^mi^-X^^Ltz CS) -2- (6-7;U;fD-l//-.i'>i5^y-;U- 
1 --r ;Mf-;i/) fcfD 'J 1 ~tfJl7f.ym<>i^Jl^::^X-^Jl^0. 6 6 g©i^ 

y-JmmiZ. 1 0?6-/N'^i^7A^^5 Omg^to;i. Tk^^fflflT. 

^mmwuzo Kii^mm^mmLtzm. ms.Tmm^^i:U •>u:^^ji^ti^A^ 
juo. 4 5 m I ^jD;i 1 mmmw uzo mm uz^^^^^mm mmj:.^juTm 
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Lb-yj[y^a-i - [ (S) -fou v?>- 2-xr;M^;uj - i h--4>:^v 

ta- 1 - (1 -^>7V;uep'; v^y-s --f;!/) - i h--( >^V-juo. 3 
8 g^Wl Om 1 {r^/!^L. 6 mM5m ] ^MA.^ 6 IJ#»MMt U/c^. M 

- 1 H-^ >i5^y-;b7v;u^j^0. 1 3 g^#/co 
IIMfi*J4 6 

(S) -2 - (6 --^Oi^^L/jf-^i/- yyv-JU- -1 - / 

i-jlJL^jUTl >0. 1 4 g(DJ^^ y-jimm::! 0%-y<^ 'J^A^mi 5mg, 
0.5ml m^s 3 mj±©7jc^^SIMTr 6 0 mMW UCo C ©SfS^^S-^ 

MiET^I«<^^iU/Co ?#bn/w|-^-|^^ai^y-;L/T^?f^U (S) - 2- (6-t 

0.0 4 g^|f/-Co 
»M4 7 

(S) - 1 - K:/pt:VU) -7-i^PD-6-^ S + '>- 1 H--(> 

^V-JVQ. 2 6 g®-r h5t KD75>^?^j'. h U 7 x^>'U^^X7 ^ > 0 . 3 

1 g»;is 5 o-CTsiifM^i^tfco Kr.c:^mmi-/ii^mmm^. mcsovci 
mA.. mnm^mwLfzo ^muz^M>=^MML. i^y-;Hrj;*)!5fc^u 



30 



wo 98/30548 PCT/JP98/00071 

(S) - 2- (7— iJ'DD- 6 h-t->- 1 H-^ >yv-ju- 1 - i 
- y ^jUx.i-jU7 i> y -7JUmi^ 0 . 2 2 g =^W-tZo 

mmm 47 1 mmo:^miz ^ ^ . mmm 4 8 ;()^ ^> 5 0 ©{b-^tj^tt-;^;., 

mmnA 8:2- Ce -yyUTha- 1 H--r 1 --fyu) - 1 -yjV:^ 

mMmA 9 : (S) - 2- (7— 7'p^-6-^ h + '>- 1 H- ^ y^'V-yt/- 1 
1^*4: (S) -1- (2-7>^K-/pt:;U) -7-7'P^-6-^ h4^->-l if 

«^J5 0 : (S) - 2- N + V/-7— J=.hP- lH-^>yy-;U- 1 

ilf^h (S) - 1 - (2-T>^ K:/PtVU) -6-y [>4^^-7-^hp - 1 H 

IfeMf IJ 5 1 

(S) - 2- (6-y h^'>-7— :r.hp-lH-'f >yv'-;l/-l--Y;U) - 
1 -y^;l/Jif-;UTi >0. 1 7 g®jc^y-;p^^{cl 0 %-/n°^ v'-^ /.^^^ 

L/Co ^tl=^:r.^ y -MzmUL. y-?jumO. 0 8 g©JC^y-;U^ 

yU-i^^ V:/ptf;Ui— Tv'I/^^^^KJCj^i^^lfe^L (S) - 2- (7—7^7-6 
h^'> - 1 1 --(JU)- 1 -yf-;l/x^;l/7i > 7^;U 

mmO. 17 g^#/c„ 



(6 hP- 1 //--r >yv-;l/- 1 7-tr h 'Jyl/O. 2 6 g©i 
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1 

5^':>A7>'U^-'^7A0. 0 8 g©-r l^7t KP7^>^^{r^ 7X?^T> m\^7)\/x 
-'^AO. 2 9 g^Ja;i 1 0^»U/cSAc«{C. 5fc{5i-»Lfc (6 h.p 
- 1 H-^f >^-V-;l/- 1 7-fe h- h 'J VbCx h 5 h Kd 7 7 >?lf?[^^^iltl 

^^ ymi-' 2 fltfol. 5i(::^ST 2 mm^X^iz, RlZmm^/ 9 J -yk 3e(C 3 0 9-6 
7K^Yk:H h 'J '>A7jc^^<£-ii'^*ilP;i. 3 OiJ>m'L/-c^. ■>C' A{C J; 

-fe^-r NTMU/Co MJIT«<&©*UA:^> -> 'J 7^ ^Vl/;^ 7 A ^ d -7 
h^'7 7^-{rJ:f9MU:^Co C^<£-Ji^y-;Mc^irj|L> 7^;U?g^0. 0 7g© 

BSH^a.^y-;Mrj;(9-^^U2 - -7 x J - \ H-^ yy^/-)\y-\ -^ju) 
J^^JlyJ i> y v;l/ie±g 0 . 0 9 g <£-#fCo 

Rf. 
Ex. 

mp : Bl^. 

NMR : Wm^'llX^i:^ (#EUJ:t,^|1^9DMSO-d5. TMSl^Mfil) 5: 

m/z : m^WiS (m/z) 

Ms : ^ ->;I/X 

Me : / i-jim 

Et : x^^jm 

Pr : T'o t°;U^ 

Ac : T-{?f-;l/^ 

Bn : Ky'J)m 
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1 
1 


MR: 5.86(2H.s). 7. 01-7. 07(1H. ra). 7.49-7.55 aH.in). 7. 63-7. 68(lH,in). 
8. 37(111, s) 


9 


NMR 


• 5.77(2H,s), 7. 13(1H. ddd), 7.71(lH,dd), 7. 88(111, dd), 8. 26(111, s) 


Q 
0 


NMR 


5.86(2H.s). 7.61-7.72(211,111). 8.45(lH,s) 


A 


iNMR 


2. 46-2. 48(3H. m). 5. 80(211, s), 7. 34-7. 40(111, m), 7. 61-7. 66(1H, in), 
8. 33-8. 35(1H, ni) 


5 


NMRCCDCl,): 5.42(2H,s). 7.93(lH,d). 8. 15(1H, dd), 8.24(lH,d). 8. 48(111. s) 


n 
u 


NMR(CDC1,): 5. 39(2H. s). 7. 60(111, d). 8.30(lH,d), 8.41(lH,dd), 8.78(lH,d) 


7 


NMR(CDC1,): 5.30(2H,s). 7. 42-7. 48(2H, m). 7.76(lH.d). 8.02(lH.s) 


8 


NMR(CDC1,): 5.29(2H,s). 7.38(lH.d). 7.58(lH.dd). 7.92(lH,d), 8.02(lH,s) 


9 


NMR(CDC1,): 5. 28(2H, s). 7.28(lH,d), 7.73(lH.dd), 7.99(lH,s). 8.14(lH.d) 


10 


NMR(CDCl3): 2. 48(3H, s), 5. 28(2H. s). 7. 31-7. 38(2H,in), 7.54(lH.s). 
7. 98(1H, d) 


11 


NMR(CDCl3): 0.94(3H.t), 1. 22-1. 42(2H. m). 1. 61-1. 68(2H. in). 2. 73(2H, t), 
5.27(2H.s). 7.32-7.40(2H.in), 7.53(lH.s). 7.99(lH.s) 


19 

iz 


NMR(CDCl3): 3. 87(3H, s), 5.27(2H.s). 7.11(lH.d), 7.17(lH.dd). 
7.38(lH,d). 7.97(lH,d) 


10 


NMR(CDC1,): 5.27(2H,s), 7.65(lH,s), 7.89(lH.s), 8.02(lH,s) 




NMR(CDC1.,): 5.26(2H,s), 7.26(lH,d). 7.99(lfl.d). 8.02(lH,s) 


15 


NMR(CDC1,): 5. 28(2H, s), 7.51(lH,d). 7.58(lH.d). 8.03(lH.d) 


lb 


NMR(CDC1,): 5.26(2H.s). 7.28(lH.d). 7.83(lH.d), 8.02(lH.s) 


17 


NMR(CDC1,) : 5. 30(2H. s), 7. 34-7. 37(2H, m), 8. 15(1H, s) 


1 0 

lo 


NMR(CDC1,): 5.28(2H,s), 7.49(lH,d), 7.74(lH,d), 8.03(lH,s) 


19 


NMR(CDC1,): 5.27(2H.s). 7. 27-7. 31 (IH. in), 7.53(lH,dd), 8.04(lH.d) 




NMR: 3.86(3H,.s), 5. 73(2H. s). 6.85(]H, dd), 7. 32(lH.d), 
7.67(lH,d). 8. 09(lH,s) 


01 


NMR: 2.00(3H.d), 5.54(lH.q), 6. 98-7. 06(1H. m). 7. 17-7. 21(1H. m). 
7.69-7.74(lH,in), 8. 04-8. 06(1H, m) 


22 


NMR: 1. 89-2. 28(2H. m), 2. 32 2. 54(4H, m), 5. 44(1H, dd). 

6. 99-7. 08(1H. m). 7. 46-7. 52(1H. in), 7. 81(1H. dd). 8. 12(1H, s) 


23 


raiRCCDClg): 1.25(3H.t). 4.22(2H.q). 5.14(2H,s). 7. 16-7. 22(1H. in), 
7.27-7.30(lH,in). 7.37(lH,dd). 7. 66-7. 69(1H. ni). 8.01(lH.d) 


24 


VMR: 3. 97(3H. s). 5. 92(2H, s). 7. 18(1H, d). 7. 83(1H, d), 8. 24(1H, s) 


25 1 


VMR: 3.94(2H.t), 5. 04(2H. t). 7. 31(1H. ddd). 7.55(lH,dd), 7.79(lfl.dd). 
8. 12(lH,s) 


26 I 


WCDClj): 4.09-4.13(2H.Bi). 4.45(2H.t). 7. 15-7. 20(1H, m). 7.35(lH,dd). 
7.39(IH,dd), 7.96(lH.s) 
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Kl. 




27 


NMR:1. 57-1. 78(2H. m), 1. 80-2. 20(4H, m), 4. 24-4. 35(1H. m). 4. 55(1H. d), 
4. 79-4. 88(1H. m). 6. 95-7. 04(1H. m). 7. 49-7. 56(1H, m). 7. 76(111, dd). 
8. 04(lH.s) 


00 

66 


mKCLDUa}: Z.U{6ti,s), 4. CG" 4. 72(411, m), 7. 18-7. 23(111, m). 7. 3r)(lll, dd), 
7.43(lH,dd), 8.01(lH,d) 


29 


NMR(CDCi3): 3.01(2H,t), 4. 65(2I[, t), 7. 18-7. 25(111, m), 7. 37(111, dd), 
7.41(lH,dd). 8.01(lH,d) 


30 


NMR(CDCl3): 1.28(3H,d), 3. 16(111, d), 4. 20-4. 27(1H, m), 4. 30-4. 39(211. in), 
7. 15-7. 20(1H, m), 7. 34-7. 40(2H, m), 7. 98(1H, d) 


31 


iNMK(Clx:i3): 1.28(3H,d). 3. 18(1H, d), 4. 20-4. 25(1H. m), 4. 29-4. 39(2H, m). 
7. 15-7. 20(1H, m). 7. 33-7. 40(2H, in). 7.97(lH,d) 


32 


NMR(CDCl3): 1.29(3H,d), 3.11(lH.d), 4. 20-4. 26(1H, m), 4. 31 -4. 40(2H. m). 
7. 16-7. 21(1H, m), 7. 34-7. 41(2H, m), 7. 99(1H, d) 


33 


NMR(CDCl3): 1.28(3H.d), 3.18(lH,d), 4. 15-4. 21(1H. m), 4. 30-4. 38(2H. m), 
6. 92-6. 97(1H, in), 7. 07-7. 10(1H, m), 7.68(1H, dd), 8. 00(11 m) 


34 


NMR: 1.06(3H,d). 3.83(3H,s). 4. 05-4. 16(1H, m), 4. 10-4. 30(2H. ra). 
4.85(lH,d). 6.73(lH,dd), 7. 08-7. IKIH, in), 7.58(lH,d), 
8. 22(lH,s) 


35 


NMR: 1. 04(3H,d). 4. 00-4. 31(3H, m), 4.85(lH,d). 5. 17(2H, s), 
6.82(lH,dd), 7. 30-7. 65(7H, m), 7.92(lH,s) 


36 


NMR: 4. 06-4. 58(5H, in), 5.42(lH,d). 6. 93-7. 06(1H. m). 7. 46-7. 52(1H. m). 
7.78(lH,dd), 8. 10(lH,s) 


07 

ot 


MK: d. 33(5H. m). 3. 97-4. 08(1H, ra), 4. 25-4. 45(2H, m). 5. 08(lH,d), 
6.95-7.04(lH,ni),7.42 7.48(lH,m). 7.77(lH,dd). 8. 08(111. s) 


oo 
00 


NMR: 1.04(311, d), 4. 01-4. IK IH. in), 4. 53(111, dd), 4. 72(1H, dd), 4.88(lH,d) 
7.34(lfl. d), 7. 78(lH,d), 8.21(lH,s) 


on 


NMR: 1. 08(3H. d), 4. 00-4. 08(1H. m), 4. 30-4. 32(2H. m). 4. 85(1H. d), 
8. 04-8. 08(3H, in) 


A A 

40 


NMR: 0. 94(3H. d), 3. 77-3. 86(1H. m), 3. 98(3H. s), 4. 09-4. 13(2H. m), 
4. 83(1H, d). 7. 23(1H. d). 8. 02(1H. d). 8. 23(1H, s) 


41 


NMR: 1. 00(3H, d), 3. 94(3H. s), 4. 04-4. 09(1H, m), 4. 46-4. 50(1H, in). 4. 65- 4. 70 
(IH. ra). 4. 84(1H, d), 7. 10(1H, d), 7. 71(1H. d). 8. 06(1H. s) 


42 


4. 71-4. 75(1H. m). 4. 82(1H. d). 7. 07(1H, d). 7. 75(1H. d), 8. 06(1H, s) 


43 1 


\IMR(CDCl3): 1.33(3H.d), 4. 07 4. 15(1H, in), 4. 29-4. 40(2H, m), 
7.17-7.22(lH,in), 7.35(lH,dd), 7.41(lH,dd), 8.00(lH,d) 


44 I 


WDCI3): 1.33(3H,d), 4.07-4.15(lH,in), 4. 29-4. 40(2H, m), 
7.17-7.22(lH.m), 7.35(lH.dd), 7.41(lH.dd). 8.00(lH.d) 
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40 


MKCLULigj : 1, ddCdH, d), 4. 07-4. 15(1H, m), 4. 29-4. 40(2H, m), 
7. 17-7. 22(lfl. m), 7.35(lH,dd), 7.41(lH.dd), 8.00(lH,d) 


4b 


NMRCCDClj): 1. 33C3H, d), 4. 08-4. 1G(1H, m), 4. 23-4. 3C(2H, ni), 

G.92-6.97(lH,ni). 7. 09-7. 12(1H. m). 7.67(lH,dd), 8. 01(111. m) 


A 7 


NMK: 1. 23(3H, d), 4. 07 4. 18(1H, ni), 4. 41-4. 48(2H, m), 5. 18(2H. s), 
6. 85(lH,dd), 7.32-7. 64(7H,ni), 7. 99(111, s) 


AQ 


INMK. 1.^4(dH, d;, 3. 83(3H, s), 4. 06-4. 19(1H, ni), 4. 42 4. 46(2H, m). 
6. 77(lH.dd). 7. 18-7. 21(lH.in). 7. 61(111. d). 7.98(lU.s) 


AC\ 


NMK: 1. 64-2. 29(611, in), 4. 35-4. 44(1H, m), 4. 97-5. 07(1H, m), 

7. 00-7. 08(1H. m), 7. 60-7. 66(1H, m), 7.81(lH,dd). 8. 18(lH,s) 


oU 


NMR: 4. 35-4. 82(5H, m), 7. 01-7. 10(1H, m), 7. 61-7. 67(1H, m). 7. 83(lH.dd). 
8. 18(1H. s) 


51 


NMR: 3. 32(3H,s). 3. 43-3. 62(2H, n), 4. 13-4. 23(1H, m), 4. 42-4. 59(2H, ni), 
6. 99-7. 08(1H. m). 7. 55-7. 62(1H. m). 7.81(lH,dd), 8.15(lH,s) 


DC 


NMR: 1. 16(3H, dj, 3. 90-4. 13(5H, m), 4. 31-4. 38(1H, m). 7. 28(1H, d), 
8. 07(lH.d), 8. 33(lH.s) 


53 


iiimv. 1. z,ov^tjH, uy, o. 9jv.on, ii), 1. [}o 4. 111*^ 111, BJ, 4. /<j"4. /0(,/!n, in), 

7. 14(lH.d). 7. 75(lH,d). 8.14(lH.s) 


54 


NMR: 1. 23(3fl. d), 3. 94(3H. s). 4. 02-4. 12(1H, m), 4. 79-4. 82(2H. m). 
7. ll(lH,d), 7. 79(lH.d). 8. 14(lH,s) 


55 


NMR(CDCl3): 1. 42(9H, s), 3. 59-3. 63(2H, m). 4.42(2H.t). 4. 83(1H, brs). 
6.87(lH.dd). 6.93(lH,d), 7.80(lH,in) 
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Ex. 


R3 






1 


4-F 


H 


m/z: 180(FAB,M'il) 

NMR: 3. 29-3. 35(2H, in). 4. 68-4. 75(2H. m), 6. 93- 7. 00(1H, ni), 
7.41-7.48(1H, m), 7. 57-7. 63(1H. m). 8. 10-8. 35(3H, brs). 
8. 27-8. 29(1H, m) 


2 


5-F 


6-Me 


m/z: 194(FAB, MM l) 

NMR: 2.39(3H,d), 3. 24-3. 36(2H, ra), 4. 59-4. 65(2H, m), 

7.52(lH.d), 7.64(lH.d). 8. 00-8. 20(211. brs). 8.07(lH.s) 


3 


6-F 


H 


m/z: 180(FAB.MH1) 

NMR: 3. 25-3. 33(2H, m). 4. 63-4. 68(2H. m). 7. 03-7. 09(1H, m), 
7.63-7.68(IH, m). 7. 81-7. 88(1H. m), 8.18(lH.s). 

8. 18-8. 30(3H, brs) 


A 

4 


4-F 


5-F- 


m/z: 198(FAB, MMl) 

NMR: 3.28 3.34(2H.m), 4. 68-4. 73(2H. m), 7. 53-7. 66(2H. m). 
8. 05-8. 20(2H, brs). 8.37(lH.s) 


r 

5 


4-Me 


5-F 


ra/z: 194(FAB, M*+l) 

NMR: 2. 46-2. 47(3H, m), 3. 25-3. 33(2H. m), 4. 63-4. 69(2H. m), 

7. 29(1H, dd), 7. 57(1H. dd). 8. 04-8. 21(2H. brs), 

8. 24-8. 26(1H. ra) 


6 


6-NO2 


H 


m/z: 207(FAB,M'+1) 

NMR: 3. 33-3. 38(2H, m), 4. 83(2H. t). 8. 00(lH.dd). 8.06(lH,d). 
8. 14(1H. brs), 8.42(lH,s). 8. 80(lH,s) 


7 


5-NO2 


H 


m/z: 207(FAB,M'+1) 

NMR: 3. 35(2H. m). 4. 75(2H, t), 7. 93(1H, d). 8. 08(2H. brs). 
0. ou'^in, uuy, 0. OUkin, Sy, 0. 0/ vlHi Cl>) 


8 


5-Cl 


H 


m/z: 196(FAB, M'+l) 

NMR: 3. 25-3. 35(2H, m). 4. 74(2H. t). 7.46(lH,dd). 7.85(lH.d). 
7.89(lH.d). 8.15(lH,s). 8.42(3H,brs) 


9 


5-Br 


H 


m/z: 240. 242(FAB. M'+l) 

NMR: 3.29(2H.t), 4.71(2H.t). 7.56(lH.dd), 7.78(lH,d). 
8.04(lH,d). 8.14(lH.s). 8.34(2H.brs) 


10 


5-1 


fl 

1 


m/z: 288(FAB,M'+1) 

m: 3.29(2H,t). 4. 67(2H. t), 7.63(lH,d), 7.69(lH.dd). 
8. ll(lH.s). 8. 18(2H. brs). 8.22(lH,d) 
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CHjCHjNHj 



Ex. 








11 


5-Br 


G-F 


m/z: 258, 260(FAB, M'H) 

NMR: 3.29(2H.t), 4. 70(211, t), 7.94(lH,d). 8. 17(111, s), ' 
8.20(lH,d). 8. 32(211. brs) 


12 


5-MeO 


H 


in/z: 192(FAB,M'+1) 

MR: 3.25-3.29(2H.m). 3. 79(311, s), 4. 63(2H. t). 

7.08-7.11(lH,in), 7.21(lH.s). 7.64(lH.d). 8.02(lH.s), 
8. 22(311, brs) 


13 


5-Me 


H 


ni/z: 176(FAB, M'+l) 

NMR: 2.41(3H,s). 3. 23-3. 31(2H. m), 4.66(2H,t). 7.27(lH.dd). 
7.55(lH,s), 7.64(lH.d), 8.04(lH,s), 8.32(2H.brs) 


14 


5-"Bu 


H 


m/z: 217(FAB,M*+1) 

NMR: 0.90(3H,t). 1. 27 1. 36(2H, in). 1. 55-1. 63(2H. m). 
2. 68(2H, t). 3. 28(2H. t), 4. 66(2H, t), 7. 29(1H. dd). 
7. 55(1H, s), 7. 65(lH,d), 8.05(lH,s), 8. 30(3H,brs) 


15 


5-Cl 


6-Cl 


m/z: 229(CI,M') 

NMR: 3.30(2H,t). 4. 69(2H. t), 8.13(lH.s), 8. 15-8. 24(2H. brs). 
8. 19(1H, s), 8. 21(lH,s) 


16 


5-Cl 


6-F 


m/z: 214(FAB,M'+1) 

NMR: 3. 29(2H. brs), 4. 69(2H. t), 7.97(lH.d), 8.08(lH,d), 
8. 18(1H, s), 8. 28(2H, brs) 


17 


4-Cl 


5-F 


m/z: 214(FAB,M'n) 

NMR: 3. 33(2H, brs). 4.71(2H.t), 7.56(lH.dd). 7.81(lH.dd). 
8. 11 (2H, brs), 8. 28(1H, s) 


18 


5-F 


6-Cl 


m/z: 214(FAB,M*+1) 

NMR: 3. 30-3. 32(2H. m). 4. 65(2H, t), 7.84(lH.d). 7. 98(2H. brs), 
8.11(lH.d),8.19(lH,s) 




0 r 


D Di 


NMR: 3. 29-3. 31(2H. m), 4. 68(2H. t). 7.79(lH,d). 8. 13(2H. brs). 
8.18(lH,s). 8.26(lH,d) 


20 


5-F 


6-F 


m/z: 198(FAB,M*tl) 

NMR: 3. 29(2H. t) 4. 68(2H, t), 7.85(lH.dd). 7.97(lH.dd), 
8. 18(lH,s), 8.22(2H.brs) 


22 


6-MeO 


H 


mp: 203-204°C 

NMR: 3. 26-3. 29(2H, in), 3.87(3H.s), 4. 62-4. 65(2H. m). 
6.79(lH,dd). 7.27(lH,d). 7.63(lH.d). 8.01(lH.s). 
8. 18-8. 25(3H, brs) 
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Ex. 








24 


6-MeO 


7-Br 


m/z: 270.272(I'AB.MH1) 

NMR: 3. 07-3. 11(2H, m), 3. 93(3H. s). 4. 78-4. 82(2H, ni), 
6. 42(1H, s). 7. 09(1H. d). 7. 77(1H, d), 8. 10(1H, s) 


25 


6-Cl 


7-Cl 


m/z: 230(FAB. M'+l) 

NMR: 3. 05-3. 15(2H. m), 3. 20-3. 40(3H. brs), 4. 79(2H, t). 
6. 42(1H, s), 7. 36(1H, d). 7. 79(111. d). 8. 24(1H, s) 


26 


5-F 


H 


m/z: 180(FAB, M' + l) 

NMR: 3. 28-3. 33(2H. m). 4. 64-4. 70(2H. m). 7. 32-7. 39(1H. m). 
7.55-7.60(lH.ni), 7. 74-7. 81(lH.in). 8. 04-8. 20(3H, brs), 

0. l4un. S; 


42 


5-NH2 


H 


m/z: 177(FAB, M'+l) 

NMR: 3. 30-3. 31(2H. m), 4.71(2H.t). 7.43(lH,dd). 7.85(lH,d). 
7.88(lH.d), 8. 26(3fl. brs), 10. 45 (3H, brs) 


43 


5-NHAc 


H 


m/z: 219(FAB, M'+l) 

NMR: 2.07(3H,s), 3. 26-3. 31(2H, m), 4. 65(2B, t). 7.50(lH,dd). 
7.66(lH,d), 8.09(lH,s). 8.17aH,in), 10.12(lH,s) 


52 


6-NH2 


H 


m/z: 177(FAB,M'+1) 

NMR: 3. 14-3. 20(2H, m), 4. 32-4. 36(2H, m), 6. 48(2H, s), 
6. 49-6. 55(2H, m). 7. 38(1H, d), 7. 78(1H, s) 



^7-1 

A-NHj 



Ex. 


A 


R3 




21 


~CH2CH2CH2~ 


5-F 


m/z: 194(FAB,M'+1) 

NMR: 2. 09-2. 17(2H, in), 2. 75-2. 83(2H, m), 4. 55(2H. t). 
7.30-7.35(lH.m). 7.55(lH,dd). 7.82(lH.dd). 
8.08(lH,d). 8.16(2H,brs) 


23 


-CH(Me)Cfl2- 


6-F 


rap: 196-197°C 

NMR: 1.43(3H,d). 3. 29-3. 31(1H. in), 3. 40-3. 46(1H, m), 
5.07-5.08(lH.m). 7. 03-7. 09(lfl. m). 
7. 59-7. 63(lfl.ra).7.81-7. 85(1H. m), 
8. 05-8. 07(2H, brs). 8.2i(lfl,s) 
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^7-2 



A-NI-t 



Ex. 


A 


R3 




27 


-CHjCHCMe)- 


5-F 


m/z: 194(FAB,M'll) 

NMR: 1. 18(3H,d), 3. 64-3. 74(1H, in), 4. 53-4. 70(2H, m), 
7. 34-7. 39(1H. m), 7. 59(1H, dd). 7. 82(111. dd). 
8. 15(lH.s). 8.2K2H,brs) 


28 


-CHzCHCMe)- 
(SM 


5-F 


m/z: 194(FAB,M'U) 

NMR: 1.19(311, d). 3.63-3.74(lH, inX 4. 54-4. 75(2H, m), 
7.33-7.39(lH,in), 7.58(lH,dd), 7.86(lH,dd), 
8. 15(lH,s), 8.36(3H,brs) 


29 


-CHgCHCMe)- 
(R)^ 


5-F 


m/z: 193(CI.M') 

NMR: 1.19(3H.d). 3. 66-3. 70(1H. m). 4. 54-4. 76(2H. m), 
7.33-7.39(lH.in), 7.58(lH,dd), 7.86(lH,dd). 
8. 15(lH,s). 8.38(3H,brs) 


30 


-CHgCHCMe)- 


6-F 


rap: 160-16K 

NMR: 1.21(3H,d). 3. 60-3. 72(1H, id). 4. 50-4. 70(2H. m), 
7.04-7.09(lH, ni). 7.72(1H, dd), 7. 84(1H. .dd). 
8. 18(1H, s). 8.34(3H, brs) 


31 


-CHzCHCMe)- 


6-MeO 


m/z: 206(FAB,M'tl) 

NMR: 1. 12(3H.d), 3. 55-3. 66(1H, m), 3.85(3H.s). 
4.43(lH,dd). 4.55(lH,dd). 6. 48(2H, s), 
6.77(lH,dd). 7.23-7.25(lH,ra), 7.62(lH.d), 
7. 99(lH,s) 


32 


-CHjCHCMe)- 
(S)#: 


6-BnO 


m/z: 282(FAB,M'+1) 

NMR: 1.09(3H,d). 3. 52-3. 61(1H. ra), 4.40(lH,dd). 
4.50(lH,dd). 5. 18(2H,s). 6.49(2H.s). 
6. 85(1H. dd). 7. 32-7. 44(4H. m). 7. 48- 
7.52(2H,m). 7.64(lH.d), 7. 99(lH,s) 


33 




6-F 


mp: 203-207°C 

NMR: 1.56-1.70(lH.m), 1. 79-1. 91(2H, m), 
1.95-2.30(3H,in). 3. 63-3. 72(1H. m). 
4.87-4. 97(lH.m), 6.43(ie,s). 6.97- 
7.05(lH.m). 7.57-7.63(lH,m). 7.79(lH.dd), 
8. 12(lH,s) 


34 


-CHjCHCCH^OMe)- 


6-F 


mp: 165-168°C 

HM: 3. 18-3.31(5H,m), 3. 37-3. 46(1H, m), 4.31- 
4. 45(2H, m). 6. 51(1H, s). 6. 99-7. 05(1H, m). 
7.51-7.56(lH.in). 7.80(lH.dd). 8. IKlH.s) 
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7-3 




Ex. 


A 


R3 




46 


-CH2CH(Me)- 


6-OH 


mp: 177-179°C 

NMR: 1. 07(311, d). 3. 51-3. 62(1H. m), 4. 29(111. dd). 
4.38(lH,dd), 6.48(2H,s). 6.71(lH.dd). 
6.89(lH,s). 7.54(lH,d). 7.92(lH.s) 


48 


-Cll2CH(CH2F)- 


6-F 


m/z: 212(FAB.M'+1) 

NMR: 3. 43-3. 55(lfl, m). 4. 22-4. 48(4H. m). 
6.59(2H.s). 6.99-7.06(lH.m). 
7. 54-7. 59(1H, m), 7.80(lH,dd), 8.12(lH.s) 



Ex. 



37 




Et 



Et 



m/z: 236(CI.M') 

NMR: 1.19(6H.t), 3. 14-3. 20(4H, m). 3. 54-3. 58(2H, m), 4.91(2H.t), 
7.36-7.41(lH,in). 7.59(lH.dd), 7.89(lH,dd), 8. 16(lH.s). 
10. 67(1H. brs) 



38 



-(CHj,)^ 



m/z: 234(CI,M') 
NMR: 1.82-1.85(2H,iii), 
3. 45-3. 52(2H. in), 
7. 36-7. 41 (IH. m). 
10. 71(lH,brs) 



1.91-2.01(2H,in), 2. 93-3. 04(2H, m). 
3. 65-3. 70(2H, m), 4. 85(2H, t), 
7.59(lH,dd). 7.86(lH.dd). 8.16(lH.s). 



39 



-(CHJ 



'2 ''5 



m/z: 248(CI.M') 
NMR: 1.29-1.41(lH.in), 
2. 87-2. 97(2H, m), 
7. 35-7.41(lH, m). 
10. 89(lH,brs) 



1.68-1.71(lH,iii). 1.77-1.81(4H,m). 
3. 46-3. 53(4H, m). 4. 95(2H, t). 
7.58(lH,dd), 7.89(lH,dd). 8.15(lH.s), 



40 



nPr 



nPr 



m/z: 254(FAB,rtl) 

NMR: 0.84(3H.t), 1. 58-1. 68(4H, m), 3. 00-3. 06(4H, m). 
3. 56-3. 60(2H, m), 4. 94(2H. t). 7. 37-7. 42(1H, m), 
7.59(lH.dd), 7.9Q(lH.dd). 8.17(lH,s). 10. 73(1H. brs) 



41 



nPr 



m/z: 222(FAB,MH1) 

NMR: 0.89(3H,t). 1. 56-1. 66(2H, m), 2. 87-2. 90(2H, m), 
3. 40-3. 43(2H, m), 4.77(2H.t), 7. 35-7. 40(1H. m). 
7.59(lH.dd), 7.82(lH.dd), 8. 15(lH.s). 8. 97 (2H. brs) 
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^9 



Ex. 


\ 




A A 

44 




in/Z. LL\JK^hu, M ri) 

NMR: 1.66-1.77(lH,in), 1, 82-2. 11(311. ni), 3. 08-3. 18(1H. m), 
3.24-3.31(lH.i), 3.90-3.98(lH,ni), 4. 70-4. 83(211, m). 
7.04-7. 09(1H. in), 7. 76-7. 78(1H. in). 7. 84(111. dd), 
8.20(lH,s), 9.45(2H,br) 


45 


H 


la/z: 206(FAB.M*tl) 

NMR: 2. 18-2.25(lH.m), 2. 30-2. 45(1H. in). 3. 25-3. 48(3H, m), 
3. 55-3. 67(1H. m). 5. 44-5. 53(1H. m). 6. 48(2H. s). 
7. 02-7. lOdH, m), 7. 62-7. 68(1H. m). 7. 82(1H. dd). 
8.16(lH.s) 



111 0-1 




Ex. 


A 




R^ 




35 


-CH2CH(Me)- 
(S)#: 


5-Cl 


6 -CI 


m/z: 244(FAB,M'+1) 

NMR: 1.12(3H.d), 3.50-3.61(lH,in), 4.42 
-4. 59(2H. ID). 6.49(2H.s). 8.11(lH,s). 
8.16(lH.s), 8.21(lH,s) 


36 


-CH2CH(Me)- 
(S)#: 


6 -CI 


7-Cl 


m/z: 244(FAB,M'il) 

NMR: 1.01(3H.d), 3. 25-4. 25(4H. m). 4. 60 
-4. 72(2H. m). 6.43(lH.s), 7.37(lH,d). 
7.80(lH,d). 8.25(lH.s) 


47 


-Cfl2CH(Me)- 
(S)#: 


6-MeO 


7-Cl 


m/z: 240(FAB,M'+1) 

NMR: 1.04(3H.d). 3. 51-3. 61(1H, m). 3. 95(3H. s). 
4. 68-4. 78(2H, m), 6. 47(2H. s). 7. 14(lH.d), 
7.75(lH,d), 8.13(lH.s) 


49 


-CHjCHdle)- 
(S)^ 


6-MeO 


7-Br 


mp: 178-179°C 

NMR: 1.06(3H,d). 3. 53-3. 62(1H. m), 3. 94(3H, s), 
4. 72 4. 83(2H, i). 6.46(2H.s). 7.11(lH,d). 
7.79(lH.d). 8. 13(lH,s) 
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mi 0-2 



Ex. 


A 








50 


-CH2CH(Me)- 


6-MeO 




m/z: 251(FAB,M'tl) 

NMR: 0. 95(311, d). 3. 33-3. 39(111, ni), 4. 00(3H,s), 
4.02-4.08(lH,ni). 4. 17-4. 22(1H. in). 
6.48(2H.s), 7.27(lH,d). 8. 06(1H, d). 

8. 30(lH,s) 


51 


-CHgCHCMe)- 
(S)#: 


6-MeO 


7-NH3 


m/z: 221(FAB,MM1) 

NMR: 1.05(311, d), 3. 57-3. 65(1H, m). 3. 84(3H,s), 
4. 53-4. 60(1H, m), 4. 70-4. 77(1H. m), 
6.48(2H.s), 6.94(lH,d), 7. 08(1H. d). 
7. 91(lH.s) 



# 
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